Rec'd PtT/PTQ 1 5 APR 2005 

^ATENT COOPERATION TRQ^j/ 

PCT 10' 531462 

INTERNATIONAL PRELIMINARY EXAMINATION REPORT 



(PCT Article 36 and Rule 70) 


RB!'D '1 5 JUN Wk 






Appltcanf s or agents fRe refarenoe 
MiVl03146yPCT 


cr^n n ibtvipd a^^iom ®^ NottflcaOon of Tiansmlttai of (ntematlonal 
rvn run i ncn i iww preliminary Examination Report (Form PCT^PEAAHe 


) 


International appUcaUon No. 
PCT/EP 03^2071 


International filing date (6ayAnonth^ear) Priority date (dayAnonthfyear) 
28.10.2003 29.10.2002 


Intemalional Patent Classification (IPC) or botti national dasstftoation and IPC 
C07H17/00. C07H17/00 


AppHcanl 

ZAMBON GROUP S.P.A. 



1 . This international preliminary examination report has been prepared by this International Preliminary Examining 
Authority and is transmitted to the applicant according to Article 36. 



2. This REPORT consists of a total of 4 sheets, including this cover sheet. 



□ This report is also accompanied by ANNEXES, i.e. sheets of the description, claims andA^r drawings which have 
been amended and are the basis for this report andAsr sheets containing rectifications made before this Authority 
(see Rule 70.16 and Section 607 of the Administrative Instructions under the PCT). 

These annexes consist of a total of sheets. 



3. This report contains indications relating to the following items: 
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Basis of the opinion 


if 


□ 


Priority 


III 
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Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 


IV 
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Lack of unity of Invention 


V 




Reasoned statement under Rule 66.2(a)(ii) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 


VI 
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Certain documents cited 
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Certain defects in the intemational application 
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Certain observations on. the intemational application 
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INTERNATIONAL PRELIMINARY 
EXAMINATION REPORT 



International application No. PCT/EP 03/12071 



I. Basis of the report 



Description, Pages 
1-43 

Claims, Numbers 
1-16 



as originally filed 



as originally filed 



These elements were available or furnished to this Authority in the following language: . which is: 

□ the language of a translation furnished for the purposes of the international search (under Rule 23.1 (b)) 

□ the language of publication of the international application (under Rule 48.3(b)) 

° S3e%T2^g.XUT^*'°" '"'■""''^ international preliminaor examination (under 

r«rl!IK^n^^^^^^^^ application, the 

contained in the intemational application in written form, 
filed together with the intemational application in computer readable form, 
furnished subsequently to this Authority in written form, 
furnished subsequently to this Authority in computer readable forni 

° a^'Sn'to!S;3°™"°" '■" """^ <^ to the wrtnen Mquence 

4. The amendments have resulted in the cancellation of: 

□ the description, pages: , . 

□ the claims, Nos.: 

□ the drawings, sheets: 

° S^n^^slffio^^^^^^^^^^ 

i^if^'^'"^"*^^^^''^'^"''^^^^ amendments must be 1 and annexed to this 



□ 
□ 
□ 
□ 



6. Additional obsen^ations, if neces.sary: 
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1. Statement 
Novelty (N) 



Inventive step (IS) 
Industrial applicabilrty (lA) 

2. Citations and explanations 
see separate sheet 



Yes: Claims 

No: Claims 

Yes: Claims 

No: Claims 

Yes: Clafms 

No: Claims 



1-16 



1-16 



1-16 
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INTERNATIONAL PREUMINARY International application No. PCT/EP 03/12071 
EXAMINATION REPORT - SEPARATE SHEET 

Re Item V 

Reasoned statement with regard to novelty, Inventive step or industrial 
applicability; citations and explanations supporting such statement 

The application relates to anti-inflammatory azalide compounds devoid of antibiotic 
activity. The nearest prior art US-A-4 886 792 discloses azaerythronolide compounds 
having anti-inflammatory properties and reduced antibiotic activity (see claim 1 of the 
citation). These compounds lack the desosaminosyl sugar moiety which is present in 
the claimed compounds. The document mentions furthemnore as a reference example 
"DESAZ" which is an azalide similar to those claimed in current claim 1 . The claimed 
compounds differ from DESAZ in the substltuents at 1 1-N and in modifications of their 
desosaminose part. 

In the application the selective anti-inflammatory activity of the azalides is explained by 
the absence of the 3-cladlnose sugar present in conventional azalide antibiotics (see 
page 5 of the description). Since this structural particularity is also present in "DESAZ", 
it appears that the phamiacological profile of "DESAZ" is similar to that of the claimed 
compounds. 

Hence, the object of the invention can be seen in the provision of further anti- 
inflammatory compounds as altematives to "DESAZ". None of the available prior art 
documents suggests the modifications vis-a-vis the prior art disclosed in claim 1 , in 
particular the replacement of the conventional allcyl- N-substituents by tiiose mentioned 
in the claim (benzyl, (CH2)r-X-(CH2)m-Y-(CH2)n-A) or the modifications of the 
desosaminose when R3 is alkyl. Inventive step is therefore acknowledged. 
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